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In the Claims 



The listing of claims will replace all prior versions and listings of claims in the application. 
Listings of claims 

1 . (currently amended) A method of antagonising gonadotropin releasing hormone activity in 
a patient, comprising administering a compound of formula (I): 
Tho uso of a compound of Formu l a ( I ), 




R 

Formula (I) 

wherein: 

R 1 is selected from: hydrogen, optionally substituted d- 6 alkyl, optionally substituted aryl or 
optionally substituted arylCi_ 6 alkyl, wherein the optional substituents are selected from 
Ci. 4 alkyl, nitro, cyano, fluoro and Ci^alkoxy; 

R 2 is an optionally substituted mono or bi-cyclic aromatic ring, wherein the optional 

substituents are 1, 2 or 3 subs i tu e nts substituents independently selected from: cyano, 
R e R f N-, Ci- 6 alkyl, Ci- 6 alkoxy, halo, haloCi- 6 alkyl or haloCi_ 6 alkoxy wherein R e and R f are 
independently selected from hydrogen, Chalky! or aryl; 

R 3 is selected from a group of Formula (Ma) to Formula (lid): 




R 7 

i 

N— B— R 

^6a 



8 



A 



Formula (Ma) 
R 7 



R" / 
R 6 U/ A 



R 7 

I 

N— B— R 



8 



Formula (Mb) 



N— J— K— R 



8 




,6a 




— K— R 



8 



A 

Formula (lie) Formula (lid) 

where R 6 and R 6a are independently selected from hydrogen, fluoro, optionally substituted 
Ci. 6 alkyl, Ci. 6 alkoxy, or R 6 and R 6a taken together and the carbon atom to which they 
are attached form a carbocyclic ring of 3-7 atoms or R 6 and R 6a taken together and the 
carbon atom to which they are attached form a carbonyl group; 
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— ^ 



-V A " R° 

or when A is not a direct bond the group forms a carbocyclic ring of 3-7 

carbon atoms or a heterocyclic ring containing one or more heteroatoms; 

R 7 



R 6 



b 



or the group forms a heterocyclic ring containing 3-7 carbon atoms and 

one or more heteroatoms; 
R 7 is selected from: hydrogen or Chalky!; 
R 8 is selected from: 

(i) hydrogen, d- 6 alkyl, C 2 -6alkenyl, C 2 -6alkynyl, haloCi- 6 alkyl, Ci^alkoxyCi^alkyl, 
hydroxy, hydroxyCi_ 6 alkyl, cyano, N-Ci_ 4 alkylamino, N,N-di-Ci_4alkylamino, 
Ci. 6 alkyl-S(O n )-, -0-R b , -NR b R c , -C(0)-R b , -C(0)0-R b , -CONR b R c , NH-C(0)-R 
or -S(O n )NR b R c , 

where R b and R c are independently selected from hydrogen and Ci_ 6 alkyl 
optionally substituted with hydroxy, amino, N-Ci^alkylamino, 
N,N-di-Ci- 4 alkylamino, HO-C 2 - 4 alkyl-NH- or HO-C 2 - 4 alkyl-N(Ci-4alkyl)-; 

(ii) nitro when B is a group of Formula (IV) and X is CH and p is 0; 

(iii) carbocyclyl (such as C 3 -7cycloalkyl or aryl) or arylCi_ 6 alkyl each of which is 
optionally substituted by R 12 , or R 13 ; 

(iv) heterocyclyl or heterocyclylCi_ 6 alkyl each of which is optionally substituted by up 
to 4 substituents independently selected from R 12 or R 13 , and where any nitrogen 
atoms within a heterocyclyl group are, where chemically allowed, optionally in 
their oxidised (N^O, N-OH) state; 

A is selected from: 

(i) a direct bond; 

(ii) optionally substituted Ci_ 5 alkylene wherein the optional substituents are 
independently selected from: hydroxy, hydroxyCi- 6 alkyl, Ci- 6 alkyl, Ci- 6 alkoxy, 
Ci- 4 alkoxyCi- 4 alkyl, aryl or arylCi- 6 alkyl; 

(iii) a carbocyclic ring of 3-7 atoms; 

(iv) a carbonyl group or-C(0)-C(R d R d )-, wherein R d is independently selected 
from hydrogen and Ci_ 2 alkyl; 
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N— B-|- 



X . 

or when R is a group of Formula (Ma) or (Mb), the group forms a 

heterocyclic ring containing 3-7 carbon atoms and one or more heteroatoms; 




x A 

or when R is a group of Formula (Ma), (Mb), (lie) or (lid), the group forms 

a heterocyclic ring containing 3-7 carbon atoms and one or more heteroatoms; 
B is selected from: 

(i) a direct bond; 

(ii) a group of Formula (IV) 



X (CH 2 ) p - 



Formula (IV) 

wherein: 
X is selected from N or CH, 

wherein at position (a) Formula (IV) is attached to the nitrogen atom and the 
(CH 2 ) P group is attached to R 8 ; and 
(iii) a group independently selected from: optionally substituted Ci_ 6 alkylene, 
optionally substituted C 3 -7cycloalkyl, optionally substituted C 3 -6alkenylene, 
optionally substituted C 3 -6alkynyl, (Ci-5alkyl) aa -S(On)-(Ci.5alkyl)bb-, 
-(Ci. 5 alkyl) aa -0-(Ci. 5 alkyl) bb -, -(Ci. 5 alkyl) aa -C(0)-(Ci. 5 alkyl) bb - or (Ci_ 5 alkyl) aa -N(R 17 )- 
(d-salkyObb, or -(Ci-salkylWCpjNH-td-salkyObb- 
where R 17 is hydrogen or Ci- 4 alkyl, or where R 17 and the (Ci- 5 alkyl) aa or (Ci_ 5 alkyl) bb chain 
can be joined to form a heterocyclic ring, wherein aa and bb are independently 0 or 1 
and the combined length of (C^alky!)^ and (C^alky!)^ is less than or equal to C 5 alkyl 
and wherein the optional substituents are independently selected from R 12 ; 
or the group -B-R 8 represents a group of Formula (V) 

O 



^R 11 



Formula (V); 
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R 7 

or the group together forms an optionally substituted heterocyclic ring 

containing 4-7 carbons atoms, wherein the optional substituents are selected from 1 or 
2 substituents independently selected from R 12 and R 13 ; 

n— b4- 




R 6 

or the group ' & forms a heterocyclic ring containing 3-7 carbon atoms and 

one or more heteroatoms; 

R 11 is selected from: hydrogen, optionally substituted Ci_ 6 alkyl, N(R 23 R 24 ) or NC(0)OR 25 , 
where R 23 , R 24 and R 25 are independently selected from: hydrogen, hydroxy, optionally 
substituted Chalky!, optionally substituted aryl, optionally substituted arylC^alkyl, an 
optionally substituted carbocyclic ring of 3-7 atoms, optionally substituted heterocyclyl or 
optionally substituted heterocyclylC^alkyl or R 23 and R 24 taken together with the nitrogen 
atom to which they are attached, can form an optionally substituted ring of 3-10 atoms, 

^-K-R 8 

wherein the optional substituents are selected from R 12 and where K and R 8 are 

as defined herein; 

J is a group of the formula: -(CH 2 )s-L-(CH 2 )s- or -(CH 2 )s-C(0)-(CH2)s-L-(CH 2 )s-wherein 
when s is greater than 0, the alkylene group is optionally substituted, 

R 7 

or the group together forms an optionally substituted heterocyclic ring 

containing 4-7 carbons atoms, wherein the optional substituents are selected from 1 or 2 
substituents independently selected from R 12 and R 13 ; 

K is selected from: a direct bond, -(CH 2 ) s i-, -(CH 2 )si-0-(CH 2 )s2-, -(CH 2 ) s i-C(0)-(CH 2 ) s2 -, 
-(CH 2 ) s1 -S(O n )-(CH 2 ) s2 -, -(CH 2 ) s1 -N(R 17a )-(CH 2 ) s2 -, -(CH 2 ) s1 -C(0)N(R 17a )-(CH 2 ) s2 -, 
-(CH 2 ) s1 -N(R 17a )C(0)-(CH 2 ) s2 -, -(CH 2 ) s1 -N(R 17a )C(0)N(R 17a )-(CH 2 ) s2 -, -(CH 2 ) s1 -OC(0)-(CH 2 ) s2 - 
-(CH 2 ) s1 -C(0)0-(CH 2 ) s2 -, -(CH 2 ) s1 -N(R 17a )C(0)0-(CH 2 ) s2 -, -(CH 2 ) s1 -OC(0)N(R 17a )-(CH 2 ) s2 -, 
-(CH 2 ) s1 -OS(O n )-(CH 2 ) s2 -, or -(CH 2 ) s1 -S(O n )-0-(CH 2 ) s2 -, -(CH 2 ) s1 -S(0) 2 N(R 17a )-(CH 2 ) s2 -or 
-(CH 2 ) s1 -N(R 17a )S(0) 2 -(CH 2 ) s2 -; wherein the -(CH 2 ) s1 - and -(CH 2 ) s2 - groups are independently 
optionally substituted by hydroxy or d^alkyl and wherein when s1>1 or s2>1 then the CH 2 
group can optionally be a branched chain.; 

where R 17a is hydrogen or Ci- 4 alkyl; 

L is selected from optionally substituted aryl or optionally substituted heterocyclyl; 
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R 4 is selected from hydrogen, Ci^alkyl or halo; 

R 5 is selected from a group of Formula lll-a; lll-b; lll-c; lll-d; lll-e; lll-f, lll-g , lll-h, lll-i, or 
lll-j, lll-k. Ill-I, lll-m. Ill-n or lll-o 

R1 \ R1 \ ,R 16a F R 1 V ^ fu, R1 

15/ 

OH 

o cm 

o o 



het 



lll-a lll-b lll-c lll-d lll-e 

R 14 

t 16 -.16a D 16 16a _14 



j D ib D iba p'« 16a D 14 16 1R _ 

° o 

lll-f lll-g lll-h lll-i 



R 1 v r0 6a «16 

C^lkyl^H (CH ^o- 2 R ^(CH 2 ), 2 °1 

IH-j lll-k Ill-I 



R 14 R 16 R 16 
R i 5 /NyN^ Rl yV het -cy 

o o 

lll-m Ml-n lll-o 

wherein: 

het represents an optionally substituted 3- to 8-membered heterocyclic ring 
containing from 1 to 4 heteroatoms independently selected from O, N and S, 
wherein the optional substituents are selected from 1-2 groups selected from R 12 
and R 13 ; and 

Q is selected from a direct bond or -[C(R 16 R 16a )]i_ 2 -; 
R 14 and R 15 are selected from: 

(i) R 14 selected from hydrogen; optionally substituted d- 8 alkyl; optionally 

substituted aryl; -R d -Ar, where R d represents Ci-salkylene and Ar represents 
optionally substituted aryl; and optionally substituted 3- to 8-membered 
heterocyclic ring optionally containing from 1 to 3 further heteroatoms 
independently selected from O, N and S; and R 15 is selected from hydrogen; 
optionally substituted Ci_ 8 alkyl and optionally substituted aryl; 
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(ii) wherein the group of Formula (III) represents a group of Formula lll-a , lll-b, 

lll-i, lll-l or lll-m, then the group NR 14 (-R 15 ) represents an optionally substituted 
3- to 8-membered heterocyclic ring optionally containing from 1 to 3 further 
heteroatoms independently selected from O, N and S; or 



(iii) wherein the group of Formula (III) represents structure lll-e, 

represents an optionally substituted 3- to 8-membered heterocyclic ring 
optionally containing from 1 to 4 heteroatoms independently selected from O, N 
and S; 

R 16 and R 16a are independently selected from: 

(i) hydrogen or optionally substituted d- 8 alkyl; or 

(ii) R 16 and R 16a together with the carbon to which they are attached form an 



R is independently selected from: halo, hydroxy, hydroxyCi_ 6 alkyl, oxo, cyano, 
cyanoCi. 6 alkyl, nitro, carboxyl, Ci_ 6 alkyl, Ci_ 6 alkoxy, Ci-ealkoxyCi^alkyl, 
Ci_ 6 alkoxycarbonylC 0 -4alkyl, Ci. 6 alkanoylC 0 -4alkyl, Ci_ 6 alkanoyloxyC 0 -4alkyl, C 2 -ealkenyl, 
Ci. 3 perfluoroalkyl-, Ci- 3 perfluoroalkoxy, aryl, arylCi_ 6 alkyl, heterocyclyl, 
heterocyclylCi. 6 alkyl, aminoCo-4alkyl, N-Ci_ 4 alkylaminoCo-4alkyl, 
Nj_N-di-Ci-4alkylaminoCo-4alkyl, carbamoyl, N-Ci_ 4 alkylcarbamoylC 0 -2alkyl, N, 
N-di-Ci-4alkylaminocarbamoylC 0 -2alkyl, aminocarbonylCo-4alkyl, 
N-Ci. 6 alkyaminocarbonylC 0 -4alkyl, Nj_N-Ci- 6 alkyaminocarbonylCo-4alkyl, 
C 1 . 6 alkyl-S(O)n-aminoC 0 ^alkyl-, aryl-S(O) n -aminoC 0 -2alkyl-, 
C 1 . 3 perfluoroalkyl-S(O)n-aminoC 0 -2alkyl-; C 1 _ 6 alkylamino-S(O)n-C 0 -2alkyK 
arylamino-S(O) n -C 0 -2alkyl-, C^perfluoroalkylamino-StO^-Co^alkyl-, 
C^ealkanoylamino-S^^-Co^alkyl-; arylcarbonylamino-S(O) n -C 0 -2alkyl-, 
Ci. 6 alkyl-S(0) n -Co-2alkyl-, aryl-S(O) n -C 0 -2alkyl- , Ci_ 3 perfluoroalkyl-, 
Ci_ 3 perfluoroalkoxyC 0 - 2 alkyl; R 9 'OC(0)(CH 2 ) w -, R 9 "R 10 "N(CH 2 ) W -, R 9 'R 10 'NC(O)(CH 2 )w-, 
R 9 R 10 NC(O)N(R 9 )(CH 2 ) w -, R 9 OC(0)N(R 9 )(CH 2 ) w -, or halo, wherein w is an integer 
between 0 and 4 and R 9 and R 10 are independently selected from hydrogen, Ci-4alkyl, 
Ci_ 4 alkylsulphonyl and C 3 _ 7 carbocyclyl, R 9 ' and R 10 ' are independently selected from 
Ci- 4 alkylsulphonyl and C 3 - 7 carbocyclyl, and R 9 and R 10 " are C 3 . 7 carbocyclyl; wherein an 
amino group within R 12 is optionally substituted by Ci^alkyl; 
R 13 is Ci_ 4 alkylaminocarbonyl wherein the alkyl group is optionally substituted by 1, 2 or 3 
groups selected from R 12 , or R 13 is a group -C(0)-R 18 and R 18 is selected from an amino acid 
derivative or an amide of an amino acid derivative; 
M is selected from -CH 2 -CH 2 - or-CH=CH-; 




optionally substituted 3 to 7-membered cycloalkyl ring; 
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n is an integer from 0 to 2; 
p is an integer from 0 to 4; 

s, s1 and s2 are independently selected from an integer from 0 to 4, and 

s1+s2 is less than or equal to 4; 

t is an integer between 0 and 4; and 
or a salt, solvate or pro-drug thereo f to a patient , i n tho manufacturo of a mod i camont for 
{a) — antagonis i ng gonadotropin r ele as i ng hormon e act i v i ty; 

{b) — adm i n i stration to a pat ie nt, for r e duc i ng th e s e cr e t i on of l ut ei n i z i ng hormon e by th e 

p i tu i tary g l and of th e pat i ent; and 
{g) — adm i n i strat i on to a pati e nt, for th e rapeutica l ly tr e at i ng and/or pr e v e nt i ng a s e x hormon e 

r el at e d cond i t i on i n th e pat ie nt . 

2. (currently amended) A compound of formula (IA) which is a compound of formula (l)-as 
d e f i n e d i n c l a i m 1, i 



R 1 is selected from: hydrogen, optionally substituted Chalky!, optionally substituted arvl or 
optionally substituted arvlC j- galkvl, wherein the optional substituents are selected from 
Ci_4.alkvl, nitro, cvano, fluoro and C i ^alkoxv: 

R 2 is an optionally substituted mono or bi-cvclic aromatic ring, wherein the optional 
substituents are 1, 2 or 3 substituents independently selected from: cvano, R e R f N-, 
Ci-Ralkyl, C i ^alkoxy, halo, haloC i_fi alkyl or haloC j- galkoxy wherein R e and R f are 
independently selected from hydrogen, Chalky! or arvl; 

R 3 is selected from a group of Formula (Ma) to Formula (lid): 




N 

\ 



Formula (I) 



wherein: 





N— B— R 



8 



N— B— R 

/ 



8 




Formula (Ma) 



Formula (Mb) 
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R 7 R 7 



A 




N— J— K— R 6 N— J— K— R 

R / 
A 



R 6a rH^I^ 

Formula (lie) Formula (lid) 

where R 6 and R 6a are independently selected from hydrogen, fluoro. optionally substituted 
Ci-Ralkvl, C i-R alkoxv, or R 6 and R 6a taken together and the carbon atom to which thev 
are attached form a carbocvclic ring of 3-7 atoms or R 6 and R 6a taken together and the 
carbon atom to which thev are attached form a carbonvl group; 

-^w sA/S/ 



or when A is not a direct bond the group forms a carbocvclic ring of 3-7 

carbon atoms or a heterocyclic ring containing one or more heteroatoms; 

R 7 

or the group forms a heterocyclic ring containing 3-7 carbon atoms and 

one or more heteroatoms: 
R 7 is selected from: hydrogen or Chalky!; 
R 8 is selected from: 

(i) hydrogen, Chalky!, C^alkenvl, C^alkynvl, haloC i ^alkvl, C i ^alkoxvC i_d. alkvl, 
hydroxy, hvdroxvC i-fi alkvl, cvano, N-C i-^ alkvlamino, N,N-di-C i_4 alkvlamino, 
Ci^alkvl-SfO n V. -Q-R b . -NR b R c , -C(Q)-R b , -C(0)Q-R b . -CONR b R c . NH-C(Q)-R b 
or -S(On)NR b R c , 

where R b and R c are independently selected from hydrogen and C^alkvl 
optionally substituted with hydroxy, amino, N-C i ^alkvlamino, 
N,N-di-Ci-^alkvlamino, HO-C^alkvl-NH- or HO-C^alkvl-N(Ci^alkvl)-: 

(ii) nitro when B is a group of Formula (IV) and X is CH and p is 0: 

(iii) carbocvclvl (such as C^ - ycycloalkvl or arvl) or arvlC i_K alkvl each of which is 
optionally substituted by R 12 , or R 13 : 

(iv) heterocvclyl or heterocvclvlC i_fi alkyl each of which is optionally substituted by up 
to 4 substituents independently selected from R 12 or R 13 , and where any nitrogen 
atoms within a heterocvclyl group are, where chemically allowed, optionally in 
their oxidised (N^O, N-OH) state: 

A is selected from: 
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(Q a direct bond: 

(ii) optionally substituted C i- ^alkvlene wherein the optional substituents are 

independently selected from: hydroxy, hvdroxvC i ^alkvl, C i ^alkvl, C i_fi alkoxv, 
Ci-^alkoxvC i-^ alkvl, arvl or arvlC i_fi alkvl; 

(iii) a carbocvclic ring of 3-7 atoms: 

(iv) a carbonvl group or-C(Q)-C(R d R d )-, wherein R d is independently selected 

from hydrogen and C i_ ?alkvl; 




or when R is a group of Formula (lla) or (Mb), the group forms a 

heterocyclic ring containing 3-7 carbon atoms and one or more heteroatoms: 

i 




or when R is a group of Formula (lla), (Mb), (lie) or (lid), the group forms 

a heterocyclic ring containing 3-7 carbon atoms and one or more heteroatoms: 
B is selected from: 



(i) a direct bond: 

(ii) a group of Formula (IV) 



(CH 2 ) p A 



Formula (IV) 

wherein: 
X is selected from N or CH, 

wherein at position (a) Formula (IV) is attached to the nitrogen atom and the 
(CH9V group is attached to R 8 : and 

(iii) a group independently selected from: optionally substituted C i_K alkvlene, 

optionally substituted C^ycvcloalkvl, optionally substituted Cj-salkenvlene, 
optionally substituted C s- galkynvl, (C^alkvl)^-S(On)-(C i ^alkvl)hh-, 
-(C ^alkvlU-Q-(C i.fi alkvlW. -(C i ^alkvlWC(Q)-(C i ^alkvl) hh - or (C i : s alkvl)^-N(R 17 )- 
(Ci_*alkvl)hh, or -(Ci_*alkvl WC(Q)NH-(Ci_salkvl)hh- 
where R 17 is hydrogen or C i ^alkyl, or where R 17 and the (C i ^alkvD a a or (C i ^alkylW, chain 
can be joined to form a heterocyclic ring, wherein aa and bb are independently 0 or 1 
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and the combined length of (C i ^alkvDaa and (C i ^alkvDhh is less than or equal to Csalkvl 
and wherein the optional substituents are independently selected from R 12 ; 
or the group -B-R 8 represents a group of Formula (V) 

O 



Formula (V); 



R 7 

i 



or the group together forms an optionally substituted heterocyclic ring 

containing 4-7 carbons atoms, wherein the optional substituents are selected from 1 or 
2 substituents independently selected from R 12 and R 13 ; 

N— B-|- 
^K^R 6 

or the group forms a heterocyclic ring containing 3-7 carbon atoms and 

one or more heteroatoms; 

R 11 is selected from: hydrogen, optionally substituted Ci_Ralkvl, N(R 23 R 24 ) or NC(Q)OR 25 , 
where R 23 . R 24 and R 25 are independently selected from: hydrogen, hydroxy, optionally 
substituted Chalky!, optionally substituted arvl, optionally substituted arvlC i_g alkvl, an 
optionally substituted carbocvclic ring of 3-7 atoms, optionally substituted heterocvclvl or 
optionally substituted heterocvclvlC i_g alkvl or R 23 and R 24 taken together with the nitrogen 
atom to which thev are attached, can form an optionally substituted ring of 3-10 atoms, 

^-K-R 8 

wherein the optional substituents are selected from R 12 and where K and R 8 are 

as defined herein: 

J is a group of the formula: -(CH z ) r L-(CH9) r or -(CH^-C^OVfCH^-L-fCHA-wherein 
when s is greater than 0, the alkvlene group is optionally substituted, 

R 7 

or the group together forms an optionally substituted heterocyclic ring 

containing 4-7 carbons atoms, wherein the optional substituents are selected from 1 or 2 
substituents independently selected from R 12 and R 13 : 

K is selected from: a direct bond, -(CH Z W, -(CH^WO-fCH^W, -(CH^WCfOHCH^W, 
-(CH z WS(On HCH . W. -(CH^-NfR 17a )-(CH,W. -(CH 2 WC(0)N(R 17a )-(CH ? W. 
-(CH z WN(R 17a )C(Q)-(CH9W, -(CH z WN(R 17a )C(0)N(R 17a )-(CH9W. -(CH^-OCfOHCH^ 
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-(CH Z WC(Q)Q-(CH Z W. -(CH 2 WN(R 17a )C(Q)Q-(CH9W. -(CH9WQC(Q)N(R 17a )-(CH9W. 
-(CH z WOS(O n HCH 2 W. or -(CH ,WS(On )-Q-(CH , W, -(CH z WS(0) , N(R 17a )-(CH,W-or 
-(CH9WN(R 17a )S(Q) r (CH9W; wherein the -(CH 2 W- and -(CH9W groups are independently 
optionally substituted by hydroxy or C i- ^alkvl and wherein when s1>1 or s2>1 then the CH9 
group can optionally be a branched chain.; 
where R 17a is hydrogen or C i ^alkvl; 

L is selected from optionally substituted arvl or optionally substituted heterocvclvl; 
R 4 is selected from hydrogen, Ci^alkvl or halo; 

R 5 is selected from a group of Formula lll-a; lll-b; lll-c; lll-d; lll-e: lll-f, lll-q , lll-h, lll-i, or 
l-L lll-k. Ill-I. Ill-m. Ill-n or lll-o 

R 1 t R 1 l R i- R 14 R 14 14 R 1 U< 

M O OH 

lll-a lll-b lll-c lll-d lll-e 

R 14 




het 



I . R 16 \ R 16a R 1 \ R 16a 



o 



lll-f lll-g lll-h 




R1 \ R 163 14 R 16 v D 16a 

C^a.kyl V* R 1 \ R \J* 

~ ......,/H R ( CH 2 )o-2 R NchL) " 1 



Chalky I 



■ll-j lll-k lll-l 




wherein: 

het represents an optionally substituted 3- to 8-membered heterocyclic ring 
containing from 1 to 4 heteroatoms independently selected from O, N and S, 
wherein the optional substituents are selected from 1-2 groups selected from R 
and R 13 : and 

Q is selected from a direct bond or -rC(R 16 R 16a )li.?-: 
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R and R are selected from: 

(i) R 14 selected from hydrogen; optionally substituted Chalky!; optionally 
substituted arvl; -R d -Ar, where R d represents C i_« alkvlene and Ar represents 
optionally substituted arvl; and optionally substituted 3- to 8-membered 
heterocyclic ring optionally containing from 1 to 3 further heteroatoms 
independently selected from O, N and S; and R 15 is selected from hydrogen; 
optionally substituted Chalky! and optionally substituted arvl; 

(ii) wherein the group of Formula (III) represents a group of Formula lll-a , lll-b, 
lll-i, lll-l or lll-m, then the group NR 14 (-R 15 ) represents an optionally substituted 
3- to 8-membered heterocyclic ring optionally containing from 1 to 3 further 
heteroatoms independently selected from O, N and S; or 

«\* 

(iii) wherein the group of Formula (III) represents structure lll-e, 

represents an optionally substituted 3- to 8-membered heterocyclic ring 
optionally containing from 1 to 4 heteroatoms independently selected from O, N 
and S; 

R 16 and R 16a are independently selected from: 

(i) hydrogen or optionally substituted Chalky!; or 

(ii) R 16 and R 16a together with the carbon to which they are attached form an 
optionally substituted 3 to 7-membered cvcloalkvl ring; 

R 12 is independently selected from: halo, hydroxy, hvdroxvC i_fi alkvl, oxo, cvano, 
cvanoC i-fi alkvl, nitro, carboxyl, Chalky!, C i ^alkoxy, C i ^alkoxyC i ^alkyl, 
Ci-fialkoxvcarbonvlCn -^ alkvl, C^alkanoylC n ^alkyl, C^alkanovloxyC n ^alkyl, C^alkenyl, 
Ci^perfluoroalkyl-, C i ^perfluoroalkoxy, arvl, arylC i ^alkyl, heterocvclyl, 
heterocvclvlC i-fi alkvl, aminoCn _4 alkvl, N-C^alkylaminoC n_4 alkyl, 
N, N-di-Ci_4alkvlaminoC n-j. alkvL carbamoyl, N-C i ^alkvlcarbamovlCn-^alkvl, N, 
N-di-C i_4 alkvlaminocarbamovlCn - 9alkyl, aminocarbonvlC n-4. alkvl, 
N-Ci_fialkvaminocarbonvlCn-4.alkvL N, N-C^alkvaminocarbonvlCn - £alkvl, 
Ci_fialkvl-S(0) n -aminoCn -4 alkvl-, arvl-S(Q)n-aminoC n_ 9alkvl-, 
C^perfluoroalkvl-S(0) n -aminoCn^alkvl-; C^alkylamino-S(Q) n -Cn - 9alkvl-, 
arvlamino-S(Q)n-C n- 9alkvl-, C^perfluoroalkvlamino-S(Q)n-C r ^alkvk 
Ci_fialkanovlamino-S(Q) n -C n z 9alkvl-; arvlcarbonvlamino-S(Q) n -C n_ 9alkvl-, 
C i_fialkvl-S(0) n -Cn -9 alkvl-, arvl-S(0) n -Cn - 9alkvl- , C i^ perfluoroalkvl-, 
Ci^perfluoroalkoxvC n ^alkvl: R 9 'OC(0)(CH z ) „ ,-, R 9 "R 10 "N(CH z )w-, R 9, R 1q 'NC(0)(CH9U-, 
R 9 R 10 NC(O)N(R 9 )(CH9)w-, R 9 OC(Q)N(R 9 )(CH9)w-, or halo, wherein w is an integer 
between 0 and 4 and R 9 and R 10 are independently selected from hydrogen, C i-^ alkvl, 
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Ci-^alkvlsulphonvl and C^carbocvclvl, R 9 and R 10 ' are independently selected from 
C i^alkvlsulphonyl and C^carbocvclvl, and R 9 ' and R 10 " are Cj -y carbocvclvl; wherein an 
amino group within R 12 is optionally substituted by C i ^alkvl; 
R 13 is Ci-^alkvlaminocarbonvl wherein the alkvl group is optionally substituted by 1, 2 or 3 
groups selected from R 12 , or R 13 is a group -C(Q)-R 18 and R 18 is selected from an amino acid 
derivative or an amide of an amino acid derivative; 
M is selected from -CH9-CH9- or-CH=CH-; 
n is an integer from 0 to 2; 
p is an integer from 0 to 4; 

s, s1 and s2 are independently selected from an integer from 0 to 4, and 

s1+s2 is less than or egual to 4; 

t is an integer between 0 and 4; and 
or a salt, solvate or pro-drug thereof; 
with the proviso that when 



A 



R 



6 



(i) the group forms an aromatic carbocyclic ring of 3-7 carbon atoms or an 

aromatic heterocyclic ring containing one or more heteroatoms, or 




(ii) when R is a group of Formula (Ma) or (Mb), and the group forms an 
aromatic heterocyclic ring containing 3-7 carbon atoms and one or more heteroatoms; or 

(iii) when R 3 is a group of Formula (Ma), (Mb), (lie) or (lid), and the group 




forms an aromatic heterocyclic ring containing 3-7 carbon atoms and one 
or more heteroatoms, or 

R 7 

(iv) when the group forms an aromatic heterocyclic ring containing 3-7 carbon 

atoms and one or more heteroatoms and A is a direct bond; 
then R 5 is other than a group Ill-o. 
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3. (original) A compound according to claim 2 wherein the group A is selected from (i) a 
direct bond or (ii) optionally substituted d- 5 alkylene wherein the optional substituents are 
independently selected from: hydroxy, hydroxyd- 6 alkyl, Ci_ 6 alkyl, Ci_ 6 alkoxy, 
Ci_ 4 alkoxyCi_ 4 alkyl, aryl or arylCi_ 6 alkyl. 

4. (currently amended) A compound according to claim 2 or c l a i m 3 which includes a group 
R 13 and wherein the group R 13 is -C(0)-R 18 , and R 18 is selected from an amino acid 
derivative or an amide of an amino acid derivative; or a salt, solvate or pro-drug thereof. 

5. (currently amended) A compound according to claim 2 any on e of cla i ms 2 to A wherein R 1 
is selected from hydrogen, optionally substituted Chalky! or optionally substituted 
aryld^alkyl, wherein the optional substituents subst i tutu e nts are selected from: fluoro and 
C^alkoxy. 

6. (currently amended) A compound according to claim 2 any ono of claims 2 to 5 wherein R 2 
is phenyl, optionally substituted susbst i tutod by one or more groups selected from methyl, 
ethyl, methoxy, ethoxy, terf-butoxy, F or CI. 

7. (currently amended) A compound according to claim 2 any ono of cla i ms 2 to 6 wherein R 3 
is selected from a group of formula (lie) or formula (lid). 

8. (currently amended) A compound according to claim 2 any ono of cla i ms 2 to 7 wherein R 4 
is selected from hydrogen, methyl, ethyl, chloro or bromo. 

9. (currently amended) A compound according to claim 2 any ono of c l a i ms 2 to 8 wherein R 5 
is selected from a group of Formula lll-a , lll-g, lll-h, lll-i, lll-j, lll-k , lll-l: or lll-o 




O 
lll-a 



NC 



R 



16 




16a 



in-g 



lll-h 



lll-i 




C^alkyl 



lll-j 



lll-o 



lll-k 



lll-l 



wherein R , R , R and R are as defined in claim 2[[1]]. 
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10. (original) A compound according to claim 9 wherein R 5 is a group of formula 




Me Me 

N 




O 



1 1 . (currently amended) A compound according to claim 2 any ono of c l a i ms 2 to 10 wherein 
M is -CH2-CH2-. 



12. (currently amended) A compound of Formula (la) as claimed in claim 2 

.3 




Formula (la) 

wherein: 

R 3 is selected from a group of Formula (lla) or Formula (Mb): 

R 7 R 7 

1 8 1 8 

N— B— R 6 N— B— R 

R / 



A 




R 6a R 6 V\/ 

1^ RO 



A 



Formula (lla) Formula (Mb) 

R 7 is selected from: hydrogen or Ci_6alkyl; 
B is a group of Formula (IV) 

X (CH 2 ) p "V 



-V^R 11 



Formula (IV) 

and p, A, X, M, R 1 , R 2 , R 4 , R 5 R 6 , R 6a , R 8 , and R 11 are as defined in claim 2 abovo for a 
compound of Formu l a ( I ) 
or a salt, solvate or pro-drug thereof. 
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13. (currently amended) A compound of Formula (Ic) which is a compound of formula (la) as 
claimed in claim 2 wherein: 




Formula (Ic) 

wherein: 

R 3 is selected from a group of Formula (lie) or Formula (lid): 




R 7 
I 

N— J— K-R 

,6a 



8 



A' '6 

Formula (He) 



R" / 

R<L- A 



R 7 

I 

N— J— K— R 



8 



Formula (lid) 



wherein 



R' 

the group together forms an optionally substituted heterocyclic ring 

containing 4-7 carbons atoms, wherein the optional substituents are selected from 1 or 
2 substituents independently selected from R 12 and R 13 ; 
and A, M, J, R 1 , R 2 , R 4 , R 5 R 6 , R 6a , R 8 , and R 12 and R 13 are as defined in claim 2[[1]], 
or a salt, solvate or pro-drug thereof. 



14. (currently amended) A compound selected from: 
3-r3,3- dimethvl D i m e thv l-4-oxo 

ylcarbonyl)piperidin-1-yl}ethyl]-5-(3,5-dimethylphenyl)-1 H-pyrrole; 

3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)but-2-en-1-yl]-4- 

[1 s-methyl-2-(n'-isopropoxycarbonyl-3-pyrid-4-yl-pyrrolidin-1 -ylcarboximidamido) ethyl]-5- 

(3,5-dimethylphenyl)-1 h-pyrrole; 
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3-r3,3- dimethvl D i m e thvl -4-oxo-4-(azabicvclor2.2.1lheptan-7-vl)butvll-4- 

[1 S-methyl-2-(N'-isopropoxycarbonyl-3-pyrid-4-yl-pyrrolidin-1 -ylcarboximidamido) ethyl]-5- 

(3,5-dimethylphenyl)-1 H-pyrrole; 

3-r3,3- dimethvl D i m e thv l-4-oxo-4-(azabicvcto^^ 

ylcarbonyl)piperazin-1-yl}ethyl]-5-(3,5-dimethylphenyl)-1 H-pyrrole; 

2- chloro-3-[3,3-dimethyl-4-oxo 

ylcarbonyl)piperazin-1-yl}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; 

3- [3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[2-{4-(4-hydroxypiperidin-1- 
ylcarbonyl)piperidin-1-yl}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; 
3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[2-{4- 

(1 J-dioxo-isothiazolidin-2-ylcarbonyl)-4-methoxy-piperidin-1-yl}ethyl]-5-(3,5-dimethylphenyl)- 
1 h-pyrrole; 

3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[1s-methyl-2-{1- 
benzyl-pyrrodin-3-ylamino}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; 
3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[1s-methyl-2- 
(2-{4-n-isopropylureidophenyl}ethylamino)ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; 
3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[1s-methyl-2-{4- 
(pyrid-4-yl)piperidin-1-ylcarbonylamino}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; 
3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[1s-methyl-2-{3- 
(pyrid-4-yl)ppyrrolidin-1 -ylcarbonylamino}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole; and 
3-[3,3-dimethyl-4-oxo-4-(azabicyclo[2.2.1]heptan-7-yl)butyl]-4-[1s-methyl-2-{4- 
phenylpiperidin-1-ylcarbonylamino}ethyl]-5-(3,5-dimethylphenyl)-1 h-pyrrole. 

15. (currently amended) A process for preparing a compound of formula (I) as defined in 
claim 2 1 , or a compound accord i ng to any on e of c l a i ms 2 to 1 A , said process comprising a 
step selected from (a) to (h): 

(a) reaction of a compound of formula XXXII with a compound of formula H-R 3 ', 




R 



XXXII 
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R 6a R 



wherein X 1 is selected from: ^ ; L 1 is a displaceable 
group; and 

f 8 R 7 R 22 

/ N " B - R , ^-j-k-R 8 ^_ R 2i 

H H Ji 

H-R is selected from: ; 

reaction of a compound of formula XXXIII with a compound of formula L 2 -R 3 ", 



x 2 



R — M 



R 4 




XXXIII 

n 6a _ 7 a 
' 63 ^ * R ,6a R 73 



R 6a R / 



\L-A' NH 

< a ^ 

wherein X is selected from: ** ; L is a displaceable 

group and R 7a is selected from the definition of R 7 or R 22 above, and 

L 2 -R 3 " is selected from: ^" B— R 8 , L 2 — J-K-R 8 and L 2 — R 21 

for compounds of Formula (I) or (IA) wherein R 7 is other than part of a heterocyclic ring 
or hydrogen, reaction of a compound of Formula (I) or (IA) wherein R 3 is a group of 
Formula (Ma), (Mb), (lie) or (lid) and R 7 is hydrogen with a group of formula L 3 -R 7a , 
wherein R 7a is as defined above for R 7 with the exclusion of hydrogen and L 3 is a 
displaceable group; 

for compounds of Formula (I) or (IA) wherein R 4 is hydrogen, reduction of a 
thienopyrrole of Formula XXXVIII 




XXXVII 

for compounds of Formula (I) wherein R 3 is a group of Formula (lie) or (lid) and 
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R' 
N— 



the group together forms an optionally substituted nitrogen-containing 

heterocyclic ring containing 4-7 carbons atoms, reaction of a compound of Formula 
XXXIVa or XXXIVb, with a compound of Formula L 6 -K-R 8 , wherein L 6 is a displaceable 
group 



R — M 





N— H 



XXXIVa XXXIVb 

for compounds of Formula (I) wherein R 3 is a group of Formula (lie) or (lid), reaction of 
a compound of Formula XXXVa orXXXVb, with a compound of Formula L 7 -K"-R 8 , 
wherein L 7 is a displaceable group, and wherein the groups K' and K" comprise 
groups which when reacted together form K, 



R 7 

l 




R6a N-J-K' 



R— M 





R' 
I 

N— J K' 

,6a 



XXXVa 



XXXVb 



reaction of a compound of Formula XXXVI with an electrophillic compound of the 
formula L 8 -R 3 , wherein L 8 is a displaceable group 



R— M 




XXXVI 



22 of 23 



(h) reaction of a compound of Formula XXXIX with an appropriate electrophilic reagent to 
give a compounds of Formula (I) 



and thereafter if necessary, carrying out one or more of the following steps: 

i) converting a compound of the Formula (I) into another compound of the Formula (I); 

ii) removing any protecting groups; 

iii) forming a salt, pro-drug or solvate. 

16. (currently amended) A pharmaceutical formulation comprising a compound according to 
claim 2 any ono of c l a i ms 2 to 14 , or salt, pro-drug or solvate thereof, and a pharmaceutically 
acceptable diluent or carrier. 




XXXIX 



17-18. (cancelled) 



